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JPO and NCIPI are not responsible for any 
damages caused by the use of this translation. 

l.This document has been translated by computer. So the translation may not reflect the original precisely. 
2.5i^*** shows the word which can not be translated. 
3.ln the drawings, any words are not translated. 



CLAIMS 
[C laim(s)] 

[Claim 1] The obesity therapy agent which contains glucosidase and/or an amylase inhibitor, and a lipase 
inhibitor with the usual remedy support as an active substance. 

[Claim 2] The obesity therapy agent according to claim 1 which contains acarbose and tetrahydro 
RIPUSUTACHIN as an active substance. 

[Translation done.] 
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DETAILED DESCRIPTION 



[Detailed Description of the Invention] 
[0001] 

[Industrial Application] This invention relates to the remedy preparation object which contains glucosidase 
and/or an amylase inhibitor, and a lipase inhibitor with the usual remedy support as an active substance. It was 
found out that such a preparation object can be used for the therapy of obesity. Therefore, this invention 
relates also to the application of the glucosidase and/or the amylase inhibitor for the coincidence in 
combination with the lipase inhibitor in the therapy of obesity, and the activity which kept spacing individually or 
in time. Furthermore, this invention relates also to the application of the glucosidase and/or the amylase 
inhibitor in manufacture of the remedy preparation object for an activity in combination with the lipase inhibitor 
in the therapy of obesity. 
[0002] 

[Description of the Prior Art] Acarbose (acarbose), ADIPOSHIN (adiposine) and voglibose (voglibose; AO-128), 
A MIGURI toll (miglitol;Bay-m -1099), EMIGURITETO (emiglitate; Bay-o -1248), MDL-25637, a KAMIGU ribose 
(camiglibose; MDL-73945), Tender Miss Tait (tendamistate), A.I. Artificial lntelligence-3688, and 
TORESUTACHIN (trestatin), PUR ADIM AISHIN -Q (pradimicinH3) and ape boss TACHIN (salbostatin) It is the 
example of the glucosidase and/br the amylase inhibitor which can be used according to this invention. 
[0003] Tetrahydro RIPUSUTACHIN (tetrahydrolipstatin), RIPUSUTACHIN (lipstatin), floor line-386, WAY- 
121898, Bay-N -3176, VARI lactone (valilactone), S teraSUCHIN (esterastin), EBER AKUTONA (ebelactone A), 
and EBERAKUTON B (ebelactone B) and RHC80267 are the examples of a lipase inhibitor. 
[0004] The biomass or the fermentation cake which brings about manufacturing a lipase inhibitor like 
RIPUSUTACHIN or S tera SUCHIN by fermentation can also be used as a lipase inhibitor. The latter is indicated 
by the European Patent application No. 129,748 and U.S. Pat. No. 4,189,438. 

[0005] It is known that the glucosidase and/or the amylase inhibitor like acarbose will delay digestion of a 
carbohydrate. It is also known that a lipase inhibitor like tetrahydro RIPUSUTACHIN (Orly stat; orlistat) brings 
about partial inhibition of lipase in intestines. 

[0006] However, independent therapy (monotherapy) It sets, and does not pass to bring about the loss weight 
of whenever [ middle ] generally in itself [ in combination with a reduction diet /lipase inhibitor ], and 
glucosidase and/br an amylase inhibitor do not bring about a loss weight at all on actual. 
[0007] 

[Means for Solving the Problem] It was found out by the activity which combined glucosidase and/br the 
amylase inhibitor, and the lipase inhibitor with the surprising thing that a large loss weight is brought about more 
nearly substantially than the case of an independent therapy. This was clarified by the following trials. : [0008] 
The trial was performed in 2 times of the duration of test to two applicants (A and B). About A, as for the 
average calorie per day, it was confirmed for applicants during the preliminary test for seven days which have 
not received medical care at all that they were l,850Kcal(s) about 2,560Kcal{s) and B. The 120mg Orly stat and 
lOOmg acarbose were given to the applicant for every meal between the continuing major tests for 14 days. 
Special diet did not defend stubbornly but the physical activity was reduced to the minimum. At this time, it was 
also confirmed like [ in the case of a preliminary test ] that the mean calories per day are [ A ] 2,050Kcal(s) 
about 2,185Kcal(s) and B. Probably, both applicants' loss weight will be clear from the following table. 
[0009] 
[A table 1 ] 
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[0010] Compared with this, the loss weight of the patient in the case of the independent therapy using the Orly 
Stat (3xl20mg/(day)) in the trial for 12 weeks using contrast by the placebo was an average of 1 8kg (namely 
0.3kg per 14 days) [Int.J .Obesity 1992;16(Suppl.l): 16 and Abstr.063]. 

[OOn] According to this invention, glucosidase and/or an amylase inhibitor can be used as special combination 
with the preparation object containing the gestalt of the remedy preparation object also containing a lipase 
mhibitor, or a lipase inhibitor. The activity of acarbose and the Orly stat is desirable. 
[0012] One mode of this invention is a remedy preparation object which contains glucosidase and/or an 
amylase mhibitor, and a lipase Inhibitor with the usual remedy support as an active substance. The glucosidase 
and/or the amylase inhibitor of the above-mentioned remedy preparation object Acarbose (acarbose) and 
ADIPOSHIN (adiposine), Vogllbose (voglibose; AO-128) and a MIGURI toll (miglitol; Bay-m -1099) 
EMIGURITETO (emiglitate; B ay-o -1248), MDL-25637, a KAMIGU ribose (camiglibose; MDL-73945) tender Miss 
Tait (tendamistate), A.I. Artificial lntelligence-3688, TORESUTACHIN (trestatin), and PURADIMAISHIN-Q 
(pradimicm-Q) and ape boss TACHIN (salbostatin) you may be . The lipase inhibitors of the above-mentioned 
remedy preparation object may be tetrahydro RIPUSUTACHIN (tetrahydrolipstatin), RIPUSUTACHIN (lipstatin) 
floor line-386, WAY-121898,Bay-N -3176, VARI lactone (valilactone), S teraSUCHIN (esterastin) 
EBERAKUTONA (ebelactone A), and EBERAKUTON B (ebelactone 8) or RHC80267. The desirable mode of this 
mvention is an obesity therapy agent containing the acarbose of a formula (I), and tetrahydro RIPUSUTACHIN 
of a formula (II) as an active substance. 
[0013] 
[Formula 1] 
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[0014] 
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[0015] Another mode of this invention is a product containing glucosidase and/or an amylase inhibitor, and a 
lipase inhibitor as a combination preparation object for the coincidence in the therapy of obesity, and the 
activity which set spacing individually or in time. The glucosidase and/or anriylase inhibitor, and lipase inhibitor of 
the above-mentioned product may be the same as what can be used for the above-mentioned remedy 
preparation object, and may be a product containing especially acarbose and tetrahydro RIPUSUTACHIN. 
Another mode of this invention is a commercial pack which contains glucosidase and/or an amylase inhibitor 
with the directions about an activity as a remedy-active substance in combination with the lipase inhibitor for 
the coincidence in the therapy of obesity, and the activity which set spacing individually or in time. It is the 
above-mentioned commercial pack which contains acarbose in combination with tetrahydro RIPUSUTACHIN 
with the directions about an activity especially. Another mode of this invention is an obesity cure which uses 
glucosidase and/l)r an amylase inhibitor in combination with a lipase inhibitor. It is the above-mentioned obesity 
cure which uses acarbose in combination with tetrahydro RIPUSUTACHIN especially. 

[0016] An active principle is prescribed for the patient in taking orally for the therapy of obesity. These are per 
weight of 1kg, and a dosage per day, and can prescribe preferably about O.OOSmg - about 20mg of 0.5mg - lOmg 
lipase inhibitors for the patient 0.01 5mg - lOmg glucosidase and/or an amylase inhibitor, and 0.1 5mg - 20mg of 
abbreviation. 

[0017] The preparation object according to this invention for oral administration can take the gestalt of a tablet, 
a capsule, a solution, or an emulsion. As for solid-state dosage decision fixed form voice like a tablet and a 
capsule, it is convenient to contain about 0.2mg - about lOOmg [ per dosage unit ] glucosidase and/br an 
amylase inhibitor, and a lOmg - 200mg lipase inhibitor. 

[0018] In addition to the therapy of obesity, the combination of the preparation object according to this 
invention or the effective matter can be used for the prophylaxis and the therapy like diabetes mellitus, 
hypertension, hyperlipidemia, and insulin resistance syndrome which take place frequently in relation to 
overweight. 

[0019] When [ these /all ] shown, the effective matter can be used in the above-mentioned dosage range, and 
each dosage can be determined in medical professionals ' authority according to age and condition of the 
property of the disease which should be treated, and a patient. 

[0020] The following examples explain this invention to a detail further. The remedy preparation object of the 
following presentations was manufactured in the well-known way now. 
[0021] 
[E xample] 

Example [ ] A gelatine capsule An amount/fcapsule Orly stat (Orlistat) 60mg Inside chain triglyceride 
450microl Acarbose (Acarbose) 50mg [0022] Example [ ] B ** gelatine capsule Acarbose (Acarbose) 25.0mg 
The Orly stat (Orlistat) 30.0mg A lactose crystal 37.0mg A microcrystal cellulose 20.0mg A polyvinyl poly 
pyrrolidone 8.5mg Carboxymethyl starch sodium 8.5mg Talc 4.5mg Magnesium stearate 1.5mg Encapsulation 
object weight 135.0mg [0023] Example [ ] C tablet Acarbose (Acarbose) 25.0mg The Orly stat (Orlistat) 30.0mg 
An anhydrous lactose 1 18.8mg A microcrystal cellulose 30.0mg polyvinyl poly pyrrolidone lO.Omg Carboxymethyl 
cellulose lO.Omg magnesium stearate 1.2mg Tablet weight 225.0mg [0024] Example [ ] D the controlled active 
substance bleedoff and the residence time in the stomach which increased The tablet which it has Acarbose 
(Acarbose) 50.0mg The Orly stat (Orlistat) 60.0mg A powder lactose 70.0mg The hydroxypropyl methylcellulose 
52.5mg A polyvinyl poly pyrrolidone 7.5mg Talc 8.0mg magnesium stearate 1 .Omg Colloid silicic acid 1 .Omg Core 
(tablet nucleus) weight 250.0mg Hydroxypropyl methylcellulose 2.5 mg 1 .25mg of talc 1 .25mg titanium dioxides 
Film coating weight 5.0 mg [0025] Example [ ] E powder for reconstruction Acarbose (Acarbose) lOO.Omg Orly 
stat (Orlistat) 120.0mg Ethyl vanillin (Ethylvanillin) lO.Omg Aspartame (Aspartame) 30.0mg Fuel-spray skim milk 
powder 4740.0 mg Total amount 5000.0 mg 



[Translation done.] 
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